A

20141484814

RU

POCCUVICKA Sl ®EJIEPALIUA

OEJNEPAJIBHAS CIIVXBA

10 UHTEJIJIEKTYAJIbHOM COBCTBEHHOCTHU

(12) 3ASIBKA HA U30BPETEHUE

® RU"Y 2014 148 484" A

(51) MIIK
C08G 18002 (2006.01)

(21)(22) 3asBka: 2014148484, 22.03.2013

ITpuopurert(bl):
(30) KoHBEHIIMOHHBIN TPUOPUTET:
03.05.2012 EP 12166641.6

(43) lata nmyonukanuu 3asBku: 20.06.2016 brom. Ne 17

(85) darta nauana paccmorpenusi 3aaBku PCT Ha
HapoHasbHOM (ase: 03.12.2014

(86) 3asBka PCT:
EP 2013/056155 (22.03.2013)

(87) Ilyoukanus 3asku PCT:
WO 2013/164135 (07.11.2013)

Anpec It IEPETTUCKU:
105064, Mocksa, a/s 88, "[IaTeHTHEBIE TOBEpEHHBIE
KBamnus, CanelsHUKOB M TAPTHEPHI"

(71) 3asButennb(u):
PAVIH XEMU PAMHAY I'MEBX (DE)

(72) ABTOP(BI):
JIAV®EP Bunsxensm (DE),
OKKEPT Apwmusn (DE),
XAAC Vse (DE),
BIOPTI] Vse (DE)

(54) CIIOCOB YJIVUIIEHUSA YCTOMUYHUBOCTHU K TUJPOJIN3Y B CUCTEMAX HA OCHOBE

IIOJINYPETAHOB (ITV)

(57) ®opmyna uzoOpeTeHust

1. Coco0 yy4ileHus: ycTOMYMBOCTH K TUAPOJIA3Y CUCTEM Ha OCHOBE nojuypeTtaHos (1Y),

OTJIMYAIOIUNICS TEM, UTO K

- I10 MEHBIIIEW MEPE OJJTHOMY IIOJIMOJTY, BBIOUPAEMOMY M3 IPYIIIBI CIIOKHBIX
MOIMA(OUPIIOTMOIOB W/WIIH TPOCTHIX MOTUIPHUPOB CIIOKHBIX 3(PUPOB IMOJTUOJIOB,

IIPUMCIINBAIOTCA

- TI0 MeHbIIeH Mepe oauH Kapooaunmun Gopmyst (1)

B KoTOopoirt m=0-10,

R!, R u R’ HesaBucnmo Jpyr OT Apyra obo3Hauvarotr H wim metun,

RZ, R* HezaBucuMO JIpyT OT Apyra obo3HauaroT H, meTui, ocraTok NH—C(O)—ORIO, B

KOTOPOM

R!0 0603nauaer anku ¢ 1-4 aToMamu yriepozaa, uim octatok -(CHy),-O-[(CHy ) -O] g—R1 1,
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rae h=1-3, k=1-3, g=0-12 u RM 0603Hauaer H nm anxun ¢ 1-4 atomamu yIjepoja,

a R6, R7, R® u R? nesasncumo JpyT OT Apyra obo3Hauvarotr H wim metun, u

110 MEHbIIIeH Mepe OAUH AUU30LMAHAT U TPU HEOOXOAUMOCTH AUAMUH U/WUJTU TUOJT IIPU
temreparypax B guamnazone ot 0°C mo +130°C,

npeanouyTuTenbHo ot +10°C go +60°C, ocodenHo npeanoyturenbHo oT +15°C no +30°C.

2. Criocob 1o 1. 1, oTnuyaromuiics Tem, uto B kapooauumuae Gopmyisl (I) m=0 u

R', R? u R’ HesaBucnmo Jpyr OT Apyra obo3Hauvarotr H wim metun,

Rz, R* nesaBucumo JIpyT OT Apyra npeacrasisior coooit H, metu unmu ocratok -NH-C(O)
-OR'?, puyeM R0 MpeJICTABIISIET COOOM ajIKWiI ¢ 1-4 aToMamu yriepoja Ui OCTaToK -
(CHy)y-O-[(CHp)-Oly-R"", mpuuem

h=1-3, k=1-3, g=0-12, re R'! 0603nauaer H unum anxu ¢ 1-4 aTomamu yIjepoa.

3. Crioco0 1o 1. 2, OTIMYAIOIIMICS TeM, 4TO B kapooauumuae popmysl (1)

Rl, R’ , R4, R’ ob6o3Hauarot H wim Metu, a

R? MeeT yKasaHHOE 3HAUCHHE.
4. Crioco6 1o 11. 2, OTIUYAIOUIHIACS TeM, YTO B KapOoauumuae hopmyds (I)

Rl, R3 , R> 0603HAYAIOT METHII, a R* 0603HauaeT H,u R? umeer YKa3aHHOE 3HAYEHHUE.
5. Cnoco6 mo 1. 1, OTaAMYaronuics TeM, 4To B kapooauumue hopmyas (I)

Rl, R3 , R> 0603HAUAIOT METHII, a R* 0603HauaeT H,u R? umeer YKa3aHHOE 3HAYEHHUE.
6. Crioco06 mo 1. 1, oTaMyaromumiicst TeM, 4to B kapooaunmuae hopmyst (I) m>0,

Rl, R> 1 R nesasucumo JpyT OT Apyra obo3zHauvaroT H uiu MeTui u
R? , R* MpeACTaBIsAioT cooor H, MeTui uim ocratox -NH-C(O)-ORIO, IPpUYEM R'C gpnserca

AIKWIOM ¢ 1-4 atoMamu yriepoaa uinr octatkoM -(CH,),-O-[(CH,)-O] g—R1 1, IpUvYEM

h=1-3, k=1-3, g=0-12 u R npencrasisier coooit H umm ankun ¢ 1-4 atomamu yrieposa,

npryeM 110 MeHbliei Mepe oauH u3 ocratkos RS, R, R® u R? Hezauenmo apyr ot apyra
MPEACTABIISIIOT co00i H mnm metui.
7. Cnioco6 1o 1. 6, OTIMYaroIuics TeM, 4To B kKapooauumuae popmyisl (I)

Rl, R3, R4, R’ MpeJCTaBISIOT cooor H unu metun, a R2, R6, R7, R8uR’ UMEIOT YKa3aHHBIE
3HAYCHMSI.
8. Crioco0O 110 11. 6, OTJIMYATOITUICS TeM, YTO B KapOoauumuie hbopmyibl (1)

Rl, R’ , R’ MPEJICTABIISIIOT COOOM METHII, a R* 0603HauaeT H, a Rz, R6, R7, R® u R? umeror
YKa3aHHbIE 3HAYEHMUS.
9. Crtoco6 1o 11. 7, OTIUYAIOIHIACS TeM, 4YTO B KapOoauumuae hopmyds (1)

10 MEHBIIENH MEPE OJIUH U3 OCTATKOB R6, R’ wm R’ MpEACTABIISIET COOO METHII.
10. Crioco0 1o 1. 8, oTIMyaromuiicss TeM, 4To B Kapooaunmuzae Gopmyist (1)

10 MEHBILIENA MEPE OJIUH U3 OCTATKOB R6, R’ wm R’ MpEACTABIISIET COOOI METHII.

11. Crioco0 o 1. 1, OTJIMYAIOUIUICS TeM, YTO KapOOIUUMUIbI TPEACTABIISIOT COOOM cMecu
U3 HECKOJIBKUX KapOOIMUMUIOB, U3 KOTOPBIX IO MEHBIIIEH Mepe OJIMH COOTBETCTBYET (popmyJie
D.

12. Crioco0 1o 1. 1, OTIMYAIOIIMIACS TEM, UTO UCIIOJIB3YETCs 10 MEHbIIIEH Mepe OJUH
KaTaJam3aTop.

13. Crioco6 1o 1. 1, OTJIMYAIOIIMHCS TeM, YTO UCIIOJIb3YIOTCS 110 MEHbBIIIEH Mepe OUH
JAAMUH W/ WU TUOI.

14. Cioco6 no oHOMY U3 mIl. 1-13, OTJIMYaIOIIUICS TEM, YTO TIepe] J00aABIECHUEM
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TUU30IMaHaTa J00aBIISIFOTCS 110 MEHBIIIeH Mepe OJIMH KaTallu3aTop, IPEANOUYTHTEITBHO
MOy TUIIONIOBAIUIIAYPAT, ¥ TIO MEHBIIIEH Mepe OUH JUOJI, TPEANOYTUTENBHO 1,4-0yTaHIUOI,
U TIPY HEOOXOIMMOCTU MOJIEKYJISIPHBIE CUTA.
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